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CLAIMS 

I) Compounds of general fonnula(I): 




wherein: 

- XHs a -NRe-CO-, -CO-, group; 

- Rl is an aryl group selected from pyridine, thiophcnc, benzene, naphthalene, diphenyl, 
phenyllhiophene, benzothiophene, benzofuran, M-indole substituted by an R7 group. 

10 where said aryl group may also be substituted by one or more independent groups selected 
from halogen, C1-C6 alkyi optionally substituted by not more than three fluorine atoms 
(i.e. trifluoromethyl group), C1-C6 alkyloxyl, optionally substituted by not more than three 
fluorine atoms (i.e. Irifluoromethyloxyl group), -OH, -NHR7, -N(R7)2, -SR7, -CONHR7, - 
COR7, -COOR7, -R8COOR7, -OR8COOR7, -R8COR7, -C0NHR7. -R8CONHR7, - 

15 NHC0R7, -nitro, where R7 is hydrogen or 01 -C6 alkyl with a linear or branched chain, 
and R8 is a C1-C6 alkylene group with a linear or branched chain; 

- ^6 is selected from a group consisting of hydrogen or a CJ-C6 aikyl with a Imear or 
branched chain; 

- the broken h'ne indicates a possible double bond and n and m may independently be 0, 1, 
20 2; 

- R9 and RIO are selected independently in the hydrogen, CI-C6 alkyi group or may be 

connected to fonn an aromatic group selected in a phenyl group; 

- X2 is selected in the group formed of -(CH2)p-, -(CH2)q-CO-, -(CH2)s-0-<CH2)q-, - 
CH=CH-, -CH=CH-CO-, CH-CH.O-(CH2)q- where p may be 2, 3, 4; q may be 2, 3, 4: 

25 and s may be 1,2; 

- R2 is selected fiom a group consisting of an aryl-alkyl or aryl radical where the aiyl part 
is selected in a group consisting of benzothiophene. indole, pyridine, pyrrol, benzoiuran. 
thlophene, benzene, naphthalene, imadazole, diphcnyl, and may optionally be substituted 
by one or more substituents selected independently from halogen, C1-C6 alkyl optionally 
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substituted by not more flrnn three fluorine atoms (i.c. trifluoiomethyi group), C1-C6 
a]kyloxyi, optionally substituted by not more than tiiree fluorine atoms (i.e. 
trinuorometiiyloxyl group), -OH, -NHR7, -N(R7)2, -SR7, -CONHR7, -COR7, -COOR7, - 
R8COOR7, -OR8COOR7, -R8COR7, -CONHR7, -R8CON1IR7, -NHCOR7, -nitro, where 
5 R7 is hydrogen or C1-C6 alkyl with a linear or branched chain, and R8 is a CNC6 
alkylene group with a linear or branched chain; 

- R3 contains at least a basic amino group and is selected fixmi a group with general 
formula: 

R4 - X3- R5 

1 0 wherc R4 is selected horn a group consisting of: 

- an -4^6- amino group; 

- an aliphatic heterocycle containing one or two heteroatoms selected from N, S and O, 
and optionally substituted by one or two C1-C6 alkyl groups; 

X3 can be a simple bond or is selected in the group consisting of (CH2)t-, -CO- , -O- 
15 (CH2)t-,-0-,.NH-CO<:H2-.,.NH-CO. where t can be 1,2,3; 

R5 is : 

- an aliphatic heterocycle, selected in the group consisting of pyrrolidine, piperidine, 
moiphoHnc, tetrahydrop>Tan, l»4-dioxa-8-a2'^iro [4,5] decane, dioxane, optionally 
substituted by one or more C1-C6 alkyl, hydroxymethyl, -OH, cyanomethyl and C1-C6 

20 all^loxy groups; 

- a group selected from -NRi iRi 2, -ORl 1 where Rj \^ K12 are independently selected in 
the group: hydrogen, CI -C6 alkyl; 

- an aryl selected from thiophene, pyridine, furane or phenyl optionally substituted by 
one or more halogen, 01 -C6 alkyl, C1-C6 alkyloxy and OH groups; 

25 the pharmaceudcally acceptable salts of compounds of formula (I) with organic and 
inorganic acids selected in the group: hydrochloric, sulphuric, phosphoric, acetic, 
irifluoroacetic, oxalic, malonic, malcic, fumaric, succim'c, tartaric and citric acids; the 
possible optical isomers in the form or enantiomers or diastereoisomers, pure or in the 
form of racemic or non-racemic mixtures of said isomers; the "retro-inverted" compounds, 

30 that is, compounds having the structure of general formula (I), but wherein one or two 
amide bonds arc reversed. 

2) Compounds as claimed in clakn 1, wherein the amino acid residue of general formula 
11: 
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n 

is selected in the group consisting of amino acid residues of: 1 -aminocyclohexane-l- 
5 carbox>Jic acid, l-aminocycJopentane-I-carboxylic acid, l-aminocyciopent-3-ene-l- 
carboxylic acid, l-anunoladane-I-catboxyJic acid, 2-aminoindane-2-caiboxy1ic acid, 2- 
aminotetraIine-2-carboxyI ic acid, 
and the other groups are as defined above. 
3) Compounds as claimed in claim 2, wherein: 
10 -Xl is a CO group 

- Kl is an aryl group selected from naphthalene, benzothiophene, benzofuran, N- indole 
substituted by an R7 group; where said aryl group is optionally substituted by one or more 
groups independently selected from halogen, CI-C6 alkyi optionally substituted by not 
more than three fluorine atoms (i.e. trifluoromethyl group), C1-C6 alkyloxy optionally 

15 substituted by not more than three Huorinc atoms (i.e. trifluoromethoxyl groiqp), -OH, - 
NHR7, -N(R7)2, -SR7, -CONHR?, -COR7, ^COOR7, -R8COOR7, -OR8COOR7, - 
R8COR7. >CONI-IR7, -R8CONHR7. -NHC0R7, -nitro, where R7 is hydrogen or a linear 
or branched C1^6 alkyl ch^n, and R8 is a linear or branched C1-C6 alkylene group; 

- R6 is selected from a group consisting of hydrogen or a C1-C6 alkyl with a linear or 
20 branched chain; 

- tile amino acid residue of general formula 11: 
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n 

is selected in the group consisting of amino acid residues of: i-aminoc>'clohexane4- 
carboxylic acid, l-aminocyclopentane-l-carboxylic acid, 
5 - R2 is a phenylmethyl g;roup optionally substituted on the phenyl part by one or two 
groups independently selected from halogen, Cl^6 alkyi, Cl-6 alkyloxy, and OH 

- X2 is as defined hereinbefore 

- R3 contains at least one basic amino group and represents a group : 

R4 - X3- R5 

1 0 wherein R4 is selected in the group: 

- an -NRd- amino group, 

- an aliphatic heterocycle selected from piperidine, pipecasne, pyrcoUdine optionally 
subsfituled by one or two CI -06 alkyi groups; 

X3 may be a simple bond or is selected in tlie groiip consisting of -(CH2)t-, -CO- , where t 
15 maybe U 2, 3; 
R5 is: 

an aliphatic heterocycle selected in the group consisting of tetrahydropyran, 
morpholine, piperidine, optionally substituted by one or more groups C1-C6 alkyi, 
hydroxymethyl, -OH, cyanoraethyl, and C1-C5 alkyloxy; 
20 - a group selected from -NRi 1R12, -ORl 1 where Rn^ R12 are independently selected in 
the group; hydrogen, C1-C6 alkyi; 

- an aryl selected from thiophene, furane or phenyl optionally substituted by one or more 
halogen, CI -C6 alkyi, C1-C6 alkyloxy or OH groups; 

4) Compounds as claimed in claim 3, wherein: 
25 XI is a -CO-group; 
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RI is a benzothiophene groi^, which may optionally be substituted by one or two groups 
selected indg>endenQy from halogen, C1-C6 alkyl optionally substituted by not more than 
three fluorine atoms, 

the amino acid residue of general foimula (111) is l-aminocyclopentane-l-carbox>'llc acid, 
5 R6 is hydrogen; 

R2 is phenyl-methyl, with the phenyl group optionally substituted by a C1-C6 alkyl; 

X2 is selected in the group consisting of -{CH2)p-, -(CH2)q-CO-, -(CH2)s-0-(CH2)q-, - 

CH-CH-, -CH=CH-CO-, where p is 3; q is 2: and s is 1 ; 

R3 contains at least one basic amino group and represents a group: 

10 

- X3- R5 

wherein 

R4 is selected from a group consisting of: 

- an -NR6- anuno group; 

15 - an aliphatic heterocyclc selected from piperidine and piperazine 

X3 may be a simple bond or is selected from the group consistii^ of -(CH2)t-, -CO- , 
where t may be 1, 2 , 3; 
R5 is: 

- a tetrahydropyran, 

20 - a group selected fiom -NRj 1 R12, -ORl 1 where R] 1 , R12 are independently selected in 
the group: hydrogen, methyl; 

- a phenyl. 
R6 is hydrogen; 

5) Compounds as claimed in claim 4, which are as follows: 
25 - (R) Ben2o[b]thiophcnc-2-carboxylic acid {l-Il-ben2yl-3-(3-dinielhyl amino- 
propylcarbamoyl>allylcarbamoyl]-cyclopentyl}-amidc 

(R) Bcnzo[b]tfaiophene-2-carboxylic acid {l-[l-ben2yl-3-(2.dimethyI amino- 
ethylcarbamoyl)-allylcarbamoyl]-cyclopentyl}-amide 

- (S) Ben:aifbJthiophene-2-carboxylic acid {l-[l-benzyJ-3-(3-dimcthyl amlno- 
30 propylcarbamoyl)-propylcarbanioylj-cyclopentyl}-anude 

- (S) Benzo[bJthiophene-2-carboxylic acid {l-[l-bcnzyl-3-(2-dimethyl amino- 
ethylcarbamoyl)-propylcarbamoyll-cyclopentyl}-aniide 
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- (S) Bcai2o[b]thiophene-2-carboxyUc acid {l-ri-bcnzyl-4-{4^bcn2>i-piperidin-l-yl)- 
buly1carbamoyl}-cyclopentyi}-«mide 

" (S) 6-Melhyl-benzo[b]thiophene-2s:arboxylic acid (l-{l-benzyl-4-oxo-4-[4- 
(tetrahydro-pyran^ylinethyl)-pipera2in-l.yl]-butylcarbamoyl}^ycl^ 
5 - (S) 6-MethyJ-benzo[b]lhiophene-2-carboxylic acid (I-{l-bcii2yl-4-oxo-4-[4- 
(tetrahydro-pyim-4-yl)-pipcraaii-l-yl]-buiylcarbamoyl}-c^^^^ 

- (S) 6-Methyl-ben7D[b]thiophene-2-carboxylic acid (l-{l-ben2yl-4.l4-(2-hydroxy- 
ethyl)-piperidiii-l-yl]-4-oxo-bulylcarbamoyl}-cyclopentyl)-amide 

' (S) 6-Mclhyl-benzo[b]thiophene-2-carboxylic acid (l-{l-benzyl-4-[4-(telrahydro- 
10 pyran-4-ylmethyl)-pipeiuaii.l-y]]-butyIcarbanioyI}H;yclop€a^ 

- (S) 6-Melhyl-benzo[b]tbiophene-2-carboxylic acid (l-{l-ben^l-4.[4-(tetrahydTO- 
pyran-4-carbonyl)-pipera2in-l-yl]-butyIcarbamoyl}-cycIopentyI)-amide 

- (S) 6-Methyi-beiizolb]thiophene-2-carboxylic acid {l-{l-benzyl-4-[l-(tctrahydra- 
p>'ran-4-ylmethyl)-piperidin-4-yi^butyIcaltamoyl}.cyclopenlyl)-am^de 

15 - (R) 6-Methyi-benzo[b]lhiophene-2^boxylic acid [Hl-bcnzyl-2-{ 2-11 -(tetrahydro- 
pyran-4-yImethyI>-piperidirHt-yl]-ethoxy}-€thyIcarbamoyl>cycIopentyl]-amide 
6) Use of the compounds as claimed in claims 1-5 for the preparation of pharmaceutical 
compositions useful in the treatment of diseases linked to stlmuiation of the NK-2 
receptor. 

20 7) Use of the compounds as claimed in claim 6 for Ihc preparation of pharmaceutical 
compositions for the treatment of respiratory diseases such as asthma, allergic rhinitis, 
ophthalmic diseases such as conjunctivitis, skin diseases such as allergic and contact 
demiathis and psoriasis, intestinal disorders such as irritable colon syndrome, ulcerous 
colitis and Crohn's disease, urinary diseases such as cystitis and incontinence, erectile 

25 dysfunctions, diseases of the central ners'ous system such as anxiety, depression or 
schizophrenia, or urnior diseases, autoimmune diseases or diseases related to AIDS. 

8) Pharmaceutical compositions containing as active ingredient at least one of the 
compoimds of genera) foimula (I) as claimed in claims 1-5, or mixtures thereof. 

9) Pharmaceutical compositions as claimed in claim 8, also containmg pharmaceutically 
30 acc^table excipients and diluents. 

10) Pharmaceutical compositions as claimed in claims 8 and 9, for the treatment of 
diseases linked to stimulation of the NK-2 receptor and in particular for the treaimem of 
respiratory diseases such as asthma and allergic rhinitis, opthalmic diseases such as 
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conjunctivitis, skin diseases such as allergic and contact dermatitis and psoriasis, intestinal 
disorders such as irritable colon, ulcerous coUtis and Qrohn's disease, urinary diseases such 
as cystitis and incontinence, erectile dysfunctions, diseases of the central nervous system 
such as anxiety, depression and schizophrenia, or tumor diseases, autoimmune diseases or 
5 diseases related to AIDS. 



